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=> d his 

(FILE ' HOME' ENTERED AT 13:41:00 ON 29 NOV 2007) 

FILE 'REGISTRY' ENTERED AT 13:41:10 ON 29 NOV 2007 
LI STRUCTURE UPLOADED 

L2 0 S LI 

L3 60 S LI FULL 

FILE 'CAPLUS' ENTERED AT 13:41:40 ON 29 NOV 2007 
L4 23 S L3 



=> d que 14 stat 
LI STR 




Structure attributes must be viewed using STN Express query preparation. 

L3 60 SEA FILE=REGISTRY SSS FUL LI . 

L4 23 SEA FILE=CAPLUS ABB-ON PLU=0N L3 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

AUTHOR (S): 



CORPORATE SOURCE: 
SOURCE : 



CAPLUS COPYRIGHT 2007 ACS on STN 
2006:589519 CAPLUS . 
145:220446 

A new class of laser dyes. 2-oxa-bicyelo[3. 3. Ojocta- 
4, 8-diene-3, 6-diones, with unity fluorescence yield 
Wang. Chao-Yu; Yeh, Yu-Shan; Li. Elise Y. I Liu. 
Yi-Hong: Peng. Shiuh-Ming! Liu. Shiuh-Tzung: Chou, 
Pi-Tai 

Department of Chemistry and Instrumentation Center, 
National Taiwan University, Taipei. 106, Taiwan 
Chemical Communications (Cambridge, United Kingdom) 
(2006). (25). 2693-2695 
C0DEN: CHCOFS; ISSN: 1359-7345 
Royal Society of Chemistry 
Journal 
English 

CASREACT 145:220446 

ly fluorescent dyes, 4, 8-diphenyl-2-oxa-bicyclo[3, 3. 0]octa- 
(la-c), were synthesized,, they all exhibit unity 
yield and short radiative lifetime « 4 ns) in common organic 
trated remarkable amplified spontaneous emission with a gain 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
OTHER SOURCE (S) 
ABSTRACT: 

A new class of high 
4. 8-diene-3. 6-dion 
fluorescence quant 
solvents and demons 
efficiency of > 10. 

IT 898258-61-2 

RL: CAT (Catalyst use): USES (Uses) 

(new class of laser dyes. 2-oxa-bicyclo[3. 3. 0]octa-4, 8-diene~3, 6- 
diones, with unity fluorescence yield): 
RN 898258-61-2 CAPLUS 

CN Rhodium, dicarbony ldi-n-chlorobisl (2, 3-ti)~1. l-dimethylethyl 

1, 4-dihydronaphthalen-1.4-iraine-9-carboxylate-KN9]di-, stereoisomer 
(9CI) (CA INDEX NAME) 




REFERENCE COUNT: 



14 THERE ARE 14 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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AUTHOR (S): 

CORPORATE SOURCE: 



CAPLUS COPYRIGHT 2007 ACS on STN 
2006:427347 CAPLUS 
145:188529 

Rhodium-Catalyzed Ring-Opening Reactions of 
N-Boc-Azabenzonorbornadienes with Amine Nucleophiles 
Cho, Yong-hwan; Zunic, Valentin: Senboku, Hisanori; 
Olsen. Madeline; Lautens, Mark 
Davenport Laboratories. Department of Chemistry. 
University of Toronto, Toronto. ON. M5H 3H6, Can. 
SOURCE: Journal of the American Chemical Society (2006). 

128(21). 6837-6846 
CODEN: JACSAT; ISSN: 0002-7863 
PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 
LANGUAGE : English 
OTHER SOURCE(S): CASREACT 145:188529 

ABSTRACT: 

In the presence of a rhodium catalyst (5 mol %) generated in situ from 
[Rh(cod)Cl]2 and (S, S' )-(R. R' )-C2-ferriphos. the asym. ring-opening react ion of 
azabenzonorbornadienes with various aliphatic and aromatic amines proceeded with high 
enantioselectivity (s 99* ee) to give 1, 2-dihydronaphthalene-l. 2- 
diamines in high yields. In the specific case of pyrrolidine as nucleophile, 
Et3NHCl was necessary as an additive for good reactivity and 
enantioselectivity. Addnl. , a practical protocol was developed for the 
ring-opening of N-tert. -butoxycarbonyl-7-azabenzonorbornadiene with volatile 
amines at elevated temps, and standard pressure, using R2NH. HI and (Me2CH)2NEt. 
The exptl. results showed that the nature of the chiral ligand has the 
significant impact on the reactivity of the catalyst and the use of excess amount 
(2.2 equiv to Rh) of the chiral ligand plays an important role to improve the 
enantioselectivity in the present asym. reaction. 



IT 



898258-6 1-2P 

RL: PRP (Properties); SPN (Synthetic preparation); PREP (Preparation) 

(crystal structure of a rhodium complex which may be an intermediate in 
the stereoselective and enantioselecti ve rhodium-catalyzed ring opening 
of N-Boc-azabenzonorbornadienes with amines) 

898258-61-2 CAPLUS 

Rhodium, dicarbonyldi-M-chlorobis[(2, 3-n)-l, l-dimethylethyl 

1. 4-dihydronaphthalen-l, 4-imine-9-carboxylate-»cN9]di-. stereoisomer 

(9CI) (CA INDEX NAME) 
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2005:1103428 CAPLUS 
143:386757 

Preparation of arylcyclohexyl amides and ureas as M3 

muscarinic acetylcholine receptor antagonists 

Busch-Petersen, Jakob; Cooper. Anthony W. J. ; Laine, 

Dramane 1. ; Palovich. Michael R. ; Wan, Zehong; Yan, 

Hongxing; Zhu. Chongjie 

Glaxo Group Limited, UK 

PCT Int.. Appl. , 79 pp. 

CODEN". PIXXD2 

Patent 

English 

1 



PATENT NO. 

W0 2005094251 
W0 2005094251 

W: AE. AG. AL. 
CN. CO. CR. 
GE, GH. GM. 
LK, LR. LS. 
NO, NZ. OM. 
TJ, 
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EP 1725238 
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JP 2007529511 
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OTHER SOURCE (S): 
GRAPHIC IMAGE: 



A2 20061129 EP 2004-821844 
CH. CY, CZ. DE. DK. EE. ES. FI. FR, 
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T 20071025 JP 2007-503875 
Al 20070809 US 2006-598885 
WO 2004-US8025 

MARPAT 143:386757 
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0 

(G2)-N^R2 



(d) 



GO- 0 



Y 



ABSTRACT : 

Title compds. I [Zl = H or alkyl; Rl = H. halo, C(0)aryl. etc. ; Gl = CH2CH2 or 
CH=CH; G2 ~ alkyl or substituted cyclohexyl; R2 = XAr. XArlYAr2 or NR3Z(Ar)n: X 
= bond, NR3 or alkyl; R3 = H (un) subs t i t.u ted alkyl or alkylaryl; Z = 
(un) substituted alkyl or alkyl-Y2 or Z and R3 or 1 and Ar may form 4-7 raembered 
ring: Ar = (un)substi tuted aryl, aromatic heterocycle. heterobicyclic ring system, 
etc. ; Arl and Ar2 independently = (un) substituted Ph or aromatic heterocycle; Y = 
bond, NHCO. CONH, etc. ; Y2 = NR3, 0, S, etc. I h = 0-3] and their 
pharmaceutical ly acceptable salts, are prepared and disclosed as antagonists of 
M3 muscarinic acetylcholine receptors. Thus. e.g.. II was prepared by coupling 
of 1,2, 3, 4-tetrahydro-l,4-epiazano-naphthalene with [4-(2-oxo-ethyl)- 
cyclohexylj-carbamic acid tert-Bu ester followed by deprotection and subsequent 
benzylation using benzyl isocyanate. The inhibitory activity of I was 
evaluated using receptor-activated calcium mobilization assay (no data). I as 
antagonist of M3 muscarinic acetylcholine receptor should prove useful in the 
treatment of chronic obstructive lung disease. . chronic bronchitis and asthma. 
Pharmaceutical compns. comprising I are disclosed. 

IT 866565-80-2P 

RL: PAC (Pharmacologi cal activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of ary lcyc.lohexyl amides and ureas as M3 muscarinic 
acetylcholine receptor antagonists) 
RN 866565-80-2 CAPLUS 

CN Urea. N, N' -bis[trans-4-[2-(l. 2, 3, 4-tetrahydronaphlhalen-l, 4~imin-9- 
yl)ethyl]cyclohexyl)- (9C1) (CA INDEX NAME) 

*** STRUCTURE DIAGRAM IS NOT AVAILABLE *** 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

AUTHOR (S): 

CORPORATE SOURCE : 



CAPLUS COPYRIGHT 2007 ACS on STN 
2005:618315 CAPLUS 
144:311929 

Current status of synthesis of deprotected tridents by 
substituent variations of aza-ACE reaction 
Margetic, Davor; Butler. Douglas N. : Warrener, Ronald 

N. 

Centre for Molecular Architecture, Central Queensland 
University, Rockhampton. Queensland, 4702. Australia 
SOURCE: International Electronic Conferences on Synthetic 

' Organic Chemistry, 5th, 6th. Sept. 1-30. 2001 and 2002 

land) 7t.h. 8th. Nov. 1-30. 2003 and 2004 (2004). 
843-852. Editor(s): Seijas. Julio A. Molecular 
Diversity Preservation International: Basel. Swi tz. 
CODEN: 69GTC0 

DOCUMENT TYPE: Conference; (computer optical disk) 

LANGUAGE: English 

OTHER SOURCE (S) : CASREACT 144 : 3 11 929 

ABSTRACT: 

A procedure for deprotection of N-protected NH-tridents is reported. Several 
N-protected tridents were deprotected using TFA, ionic hydrogenation. or 
catalytic hydrogenation. to give the NH-tridents. 



IT 



880097-27-8 880097-28-9 

RL: RCT (Reactant): RACT (Reactant or reagent) 

(preparation of NH-tridents via deprotection of N-protected NH-tridents) 
880097-27-8 CAPLUS 

Pentacene-5. 14:6. 13:7. I2~tri iraine-6. 13, 15, 17-tetracarboxylic acid. 
5. 5a. 6a, 7. 12. 12a, 13a, 14-octahydro-l6-(methoxvmethy 1)-, 6, 13-dimethyl 
15, 17-bis(ohenvlmethyl) esler, (5a, 5aP. 6«, 6aP, 7. alph 
a. . I2a, I2ap. 13a. i3aP, 14a)- (9CI) (CA INDEX 
NAME) 




RN 880097-28-9 CAPLUS 

CN Pentacene-5, 14:6, 13:7, 12-triimine-6. 13, 15. 17-tetracarboxylic acid, 
5, 5a, 6a. 7. 12. 12a. 13a, 14-octahydro-l6~l (4-raethoxvphenyl) methyl]-, 
6. 13-dimethyl 15, 17-bis(phenylmethyl) ester, (5a. 5aP, 6a. 6 
aP, 7a. 12a. l2aP. 13a. 13aP. I4»)- (9CI) 
(CA INDEX NAME) 

Relative stereochemistry. 
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IT 33661 1-53-lP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of NH-tridents via deprotection of N-protected NH-tridents) 
RN 336611-53-1 CAPLUS 

CN Pentacene-5, 14:6, 13:7. 12-tri iroine-6. 13, 15, 17-tetracarboxylic acid, 

5.5a, 6a, 7. 12, 12a, 13a. 14-octahydro- 6. 13-dimethyl 15, 17-bis(phenylmethyl) 
esler, (5a, 5aP. 6a, 6aP. 7a, I2u. 12aP, 1 
3a. 13aP. 14")- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




O^Ph 
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ACCESSION NUMBER : 
DOCUMENT NUMBER: 
TITLE: 



i STN 



CORPORATE SOURCE: 



2005:134424 CAPLUS 
142:392314 

The Pyrrole Approach toward the Synthesis of Fully 
Functional ized Cup-Shaped Molecules 
Zonta, Cristiano; Fabris, Fabrizio; De Lucchi, 
Ot tori no 

Dipartiraento di Chimica, Universita Ca' Foscari dj 
Venezia, Venice. 1-30123, Italy 
Organic Letters (2005). 7(6). 1003- J 006 
CODEN : 0RLEF7; ISSN: 1523-7060 
PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 
LANGUAGE: English 
OTHER SOURCE (S) : CASREACT 1 42 : 3923 1 4 

ABSTRACT: 

A novel method for the synthesis of new highly functional ized cyclol rimers is 
described. The method consists of an original synthesis of 
p-dibromopyrroles, metalation, cycjoaddn. , and cyclolrimnrization. The 
sequence is highly compatible with common functional groups and allows the 
construction of cup-shaped mols. functional ized both at the upper and bottom 
rim. This feature makes the newly formed structures useful scaffolds for the 
development of supramol. receptors. 

IT 849939-32-8P 

RL: PRP (Properties); SPN (Synthetic preparation); PREP (Preparation) 
(preparation of cyclotriroers of azabicyc.loheptenes from pyrrole) 
RN 849939-32-8 CAPLUS 

CN Trinaphthylene-5. 18:6, 11:12. 17-triimine, 5.6, II, 12, 17, I8-hexahydro- 

19, 20.21-tris[(4-met hylphenyl)sulfonyJ]-. (5R. 6R. I IS. 12R, 17S, l8S)-rel- 
(9CI) (CA INDEX NAME) 

*** STRUCTURE DIAGRAM IS NOT AVAILABLE *** 
IT 849939-29-3P 

RL: SPN (Synthetic preparation) : PREP (Preparation) 

(preparation of eye loir imers of azabicycloheptenes from pyrrole) 
•RN 849939-29-3 CAPLUS 

CN Trinaphthylene-5. 18:6, 1 ] : 12. 17-triimine. 5,6. II. 12. 17. lSnhexahydro- 

I9.20.21-tris[(4-methylphenyl)sulfonyl]-. (5R. 6S. 11R, 12S, 17R. )8S)-rel- 
(9CI) (CA INDEX NAME) 

*** STRUCTURE DIAGRAM IS NOT AVAILABLE *** 

REFERENCE COUNT: 25 THERE ARE 25 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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SOURCE : 

DOCUMENT TYPE: 
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PATENT INFORMATION: 

PATENT NO. 



. STN 



2004:902087 CAPLUS 
141:37980] 

A preparation of naphthalele-1, 4-imine derivatives, 
useful as M3 muscarinic acetylcholine receptor 
antagonists 

Busch-Petersen, Jakob: Laine, Dramane I. : Palovich. 

Michael R. ; McClcland, Brent W. 

Glaxo Group Limited. UK 

PCT Int. Appl. , 24 pp. 

C0DEN: PIXXD2 

Patent 

English 

1 



KIND DATE 



APPLICATION NO. 



WO 2004091482 
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2004 


1028 




WO 2004- 
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WO 2004091482 
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GRAPHIC IMAGE: 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 
ABSTRACT : 

The invent ion relates to a preparat ion of novel naphl halele-1 . 4-imi ne derivs. of 
formula I [wherein: R is H. halogen, alky), alkanoyl. or aroyl: Y is alkyl, 
(CH2)2-(cyclohex-1.4-diyl). or CH2-(cyclohex-l. 4-diyI)-CH2. etc.: Z. is (CH2)2 
or CH:CH; X is -Q-Ar-Q- or -Q-L-Q-: Q is a bond. alky), or O-alky), etc. 1 Ar is 
(un) subs ti tu ted Ph or 5-6-membered aromatic heterocyclic ring; L is a bond or 
(cyclo)alkylj. useful for the treatment of M3 muscarinic receptor antagonists 
(no biol, data). For instance, naphtha lele-l, 4-imine derivative II was prepared via 
amidation of I. 2-benzenediacetic acid by cyclohexylamine derivative III with a 
yield of 18% (example 1). 

IT 781665-82-5P 781665-85-8P 781665-86-9P 
781665-87-OP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of naphthalele-1, 4-imine derivs.. useful as M3 muscarinic 
acetylcholine receptor antagonists) 
RN 781665-82-5 CAPLUS 

CN I. 2-Benzenediacetamide, N, N' -bi s [trans-4-[2-(l, 2, 3, 4-tetrahydronaphtha len- 
l.4-imin-9-yl)elhyl]cyc.)ohexyl]- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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RN 781665-86-9 CAPLUS 

CN Uren. N, N" ' -[l. 3-pheny)encbis(mothy leno) lbis[N' -[trans-4-[2-(l, 2. 3, 4- 
tetrahydronaphthalerrl. 4-imin-9-yl)cthyl]cyclohexyl]- (9CI) (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 781665-85-8 CAPLUS 

CN I, 3-Benzenediacctaraido. N. N' -bisll rans-4-[2- ( I, 2. 3. 4-t ctrnhydronaphl hBlcn- 
l, 4-imin-0-yl)el hyl]cyclohcxyl )- (9CI) (CA INDEX NAME) 

Rotative stereochemistry. 
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RN 781665-87-0 CAPLUS 

CN Urea. N, N" -[I, 4-phenylcnebis (methylene) ]bis[N' r[irans-4~[2-(1. 2, 3,4- 
tetrahydronaphthaIen-1. 4-irain-9-yI)ethyljcyclohexyl]- (9CI) (CA INDEX 
NAME) 

Relative stereochemistry. 
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CAPLUS COPYRIGHT 2007 ACS on STN 
2001:630190 CAPLUS . 
136:53655 

Isoindole cycloaddi lions. Part III: the synthesis of 
"windscreen wiper* and other N-bridged cavity systems 
Warrener. Ronald N. ; Malpass. John R. : But ler. Douglas 
N. ; Sun. Guangxing 

Centre for Molecular Architecture, Central Queensland 

University, Rockhampton, 4702, Australia 

Structural Chemistry (2001). 12(3/4). 291-304 

CODEN : STCHES: ISSN: 1040-0400 

Kluwer Academic/Plenum Publishers 

Journal 

English 

CASREACT 136:53655 
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TITLE: 

AUTHOR (S): 

CORPORATE SOURCE: 

SOURCE : 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S): 
ABSTRACT: 

The thermal addition of N-ca rbobenzy 1 ox y isoindole. generated by the reaction of 
3, 6-di (2-pyridyl)-s-tetrazine wi in N-benzyloxycarbonyl-7-azabenzonorbornadiene, 
onto di-Me tricyclo[4. 2. I. 02. 5]nona-3. 7-diene-3. 4-dicarboxylate (I) occurred 
site selectively at the cyclobutene *-bond to form a stereo isomeric mixture of 
|:j-adducts, in which the bent-frame isomer was dominant (ratio 5: l). In 
contrast, N-benzyl-4. 5. 6, 7-tetrafl uoro isoindole reacted with I only under 
high-pressure conditions (14 kbar, RT, 4 days) to afford I*. 1-adducts at the 
cyclobutene site, in which the extended-frame isomer was dominant and the 
accompanying bent-frame product reverted to starting materials soon after 
isolation. These same stereoselectivities were used to prepare a "windscreen 
wiper" compound, having two mobile benzyl subst i t.uent.s attached to a rigid 
scaffold, by the reaction of N-bcnzyltetrafluoroisoindole with tetra-Me 
totracyclo[4. 4. 1.0.2.5.07. l0]undeca-3. 8-diene-3. 4. 7. 8-tetracarboxyIate. A 
cavity bis-(cyclobutene-l, 2-dieater) was treated with N- 

benzyl tetraf iuoroisoindolc twice over to produce a cavity structure with two 0- 
and two N-benzyl bridges on the inner face, whereas the narrower cavity 
bis-alkene stopped at the 1 : 1-addi t.jon stage. The dynamics of the ?.-group in the 
dual adducts are discussed briefly and key adducts and cavity systems have been 
structurally evaluated by X-ray crystal log. . VT NMR, and mol. modeling. 

IT 2081I7-32-2P 

RL: PRP (Properties): SPN (Synthetic preparation); PREP (Preparation) 
(preparation of N-bridged cavity systems from isoindoles) 
RN 208117-32-2 CAPLUS 

CN 6. 13-Methanobenzolb]naphlho[2' . 3' :3. 4]cyclobula|.l. 2-h] bi phony lene- 

5, 14:7. l2-diirainc-5n. 6b. 12a. 13b-totracarboxyl ic acid. I, 2,3.4.8.9, 10, II- 
octaf luoro-5, 5b, 6, 6a, 7, 12. 1 2b. 13. 13a. 14-decahydro-l5, 17-bis(pheny Imothyl)- 
, letramethyl ester, (5R. 5nS, 5bS.6aR.6bR, 7S, I2R. 12aS. 12bS. 13«R, l3bR, MS) - 
re I- (9C1) (CA INDEX NAME) 

Relative stereochemistry. 
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CN 6, 13-Methanobenzolb]naphlhol2' , 3' :3. 4]cyclobuta(.l, 2-h]biphenylene- 

5. 14:7. 12-diiraine-5a.6b. 12a, 13b, 15, 17-hexacarboxyl ic acid. 

5.5b. 6. 6a. 7. 12, 12b. 13. 13a. 14-decahydro- 5a. 6b. 12a. 13b-letramelhyl 

15. 17-b is (phenyl methyl) ester. (5a, 5aa, 5bP, 6a, 6a. be 

ta. . 6b«, 7a, 12", )2aa. I2bp. 13". !3aP, 

13ba, 14a)- (9CI) (ca INDEX NAME) 




0*^ 



MeO^O MeO^ 




382629-94-9 CAPLUS 

6. l3-Mcthariobenzo[b)naphthoU' ,3' :3, 4 Jcyc lobuta [ 1, 2-hJbipheny leno- 

5. 14:7, l2-diimin«-5a,6b. 12a. 13b. 15, 17-hexacarboxyl ic acid, 

5. 5b. 6. 6a. 7. 12. 12b. 13, 13u. 14-decahydro-, 5a. 6b. 12n. I3b-t et rnmothy 1 

15. 17-bis (phenyl methyl) ester. (5a. 5a<i, 5bP, 6«. 6n. be 

ta.,6ba,7P, 12P, I2n». I2bp. I3«. 13bP. 13 

b«. I4u)- (9CI) (CA INDEX NAME) 



IT 382629-93-8P 382629-94-9P 382629-95-0P 
382629-96- IP 

RL: SPN (Synthetic preparation): PREP (Preparation) 

(preparation of N-bridgcd cavity systems from isoindoles) 
RN 382629-93-8 CAPLUS 
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0^ 



McO^O MeO^Oi 



RN 382629-96-1 CAPLUS 

CN 7. 18:8, l7-Diepoxy-7a. 17a-(methaniminomelhano)-6, 19:9. 16- 

dimethahobisnaphtho[2' ,3' :3, 4]cyclobutall, 2-b'. I* , 2' -kjnaphthacene- 
5, 20: 10, 15-diiraine-5a, 9b. 1 5a, l9b-tetracarboxyl ic acid. 

1,2. 3,4, II, 12, 13. l4-octafluoro-5. 5b, 6, 6a, 7, 8. 8a, 9. 9a. 10. 15. 15b. 16. 16a. 17, 1 

8. 18a, 19. 1 9a. 20-eicosahydro-25-(2-ntethoxye thy 1) -24. 26-di oxo-21. 29- 

bis(phenylmethvl)-. tetramcthvl ester, (5a. 5aP. 5ba, 6. beta 

. . 6aP. 7a. 7aP. 8<i. 8aP, 9P. 9aa. 9bP, 

10a, 15a. 15aP. 15ba. I6P. l6aP. 17a, 17a. 

beta. . 18a. I8ap, 19P. 19aa, 19bP. 20«)- (9CI) 

(CA INDEX NAME) 



382629-95-0 CAPLUS 

6, I3-Methariobenzo[b]naphtho[2' . 3' :3. 4]cyclobuta[l. 2-h]biphenylene- 

5. 14:7. l2-diimine-5a.6b. 12a, 1 3b, 15. 17-hexacarboxyl ic acid. 

5. 5b, 6. 6a. 7. 12. 12b. 13. 13a. 14-decahydro-, 5a. 6b. 12a, I3b-tetramethyl 

15. 1 7-bis (phenyl methyl) ester. (5a. 5aP, 5ba, 6P. 6a. alp 

ha. . 6bP. 7a. 1 2a, 12aP. I2ba, 13P, 13aa. I 

3bp. 14«)- (9C0 (CA INDEX NAME) 



PAGE 


l-A 


F 


0 










C-OMe 

1 



L4 ANSWER 7 OF 23 CAPLUS COPVRIGHT 2007 ACS on STN (Continued) 

PAGE l-B 




CH2-CH2-OMe 
REFERENCE COUNT : 



38 THERE ARE 38 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L4 ANSWER 8 OF 23 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE: 



CAPLUS COPVRIGHT 2007 ACS on STN 
2001: 126710 CAPLUS 
134:326487 

Neighbouring group participation in N-raethoxyraethyl 
7-azanorbornanes I: the synthesis of 
N, N' -roethano-bridged diazasesquinorbornanes, 
N3-[3jpolynorbornanes and CN3-[4]po!ynorbornanes 
Warrener, Ronald N. : Margetic. Davor: Butler. Douglas 
N. : Sun. Guangxing 

Centre for Molecular Architecture. Centra) Queensland 
University, Roc khampt on, 4702. Australia 
Synlett (2001), (2). 202-205 
CODEN: SYNLES ; ISSN: 0936-5214 
Georg Thicrae Verlag 
Journal 
Engl ish 

CASREACT 134:326487 



SOURCE: 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S) : 
ABSTRACT : 

A new tandem route to N. N' -raethano-bridged d i azasesqui norbornanes is reported 
in which 7-azabenzonorbornadiencs are reacted with ester-activated 
N-(methoxyracthyl)aziridinocyclobutanes to form adducts which immediately 
undergo N. N' -raothano-bridge formation by nucleophilic attack of the nitrogen 
lone pair of one N-bridgo onto the methoxymethyl group attached to the adjacent 
N-bridge. Alternative routes to N, N' -met hano-b ridged structures of this type 
are discussed. 

IT 3366M-53-1P 

RL: BYP (Byproduct); PREP (Preparation) 

(preparation of methanodiuzasesquinorbornanes and polynorbornanes) 
RN 336611-53-1 CAPLUS 

CN Pentacene-5, 14:6, 13:7. 12-tri imine-6. 13, 15, 17-tetracarboxyl ic acid. 

5. 5a. 6a. 7. 12. 12a. 13a. 14-octahydro-. 6. 13-diraothyl 15. 1 7-bis (phenyl methyl) 
ester, (5«. 5aP, 6". 6aP. 7a, 12". l2aP. 1 
3a. !3aP, 14")- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




IT 33661 1-52-OP 

RL: SPN (Synthetic preparation): PREP (Preparation) 

(preparation of met hanodioznsesqui norbornanes and polynorbornanes) 
RN 33661 l-52-O CAPLUS 

CN 10, 15-lraino-5.9. l6-mnthnno-5H. 7H-benz[f) isoindoloU' . 1' : 3, 4] pyrimidol6, 1- 
aj isoindolo-9. 1 5b. 18-tricarboxyl ic acid. 9a. 10, 15, 15a. 16. I6n-hox»hydro-, 
9. 15b-dimethyl 18- (phenyl me thy I) ester. (5R, 9S. 9aS. 10S, I5R, ISnR. t5bR. 16S, I 
6nS. »7R)-rel- (9CI) (CA INDEX NAME) 



Relative stereochemistry. 
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2001:126198 CAPLUS 
134:280655 

Syn-Faeia] hetero-bridged [n] polynorbornanes: a new 
class of polarofacial framework molecules composed of 
fused 7-oxa- and 7-azanorbornanes 
Warrener, Ronald N. : Marge tic, Davor; Foley. Patrick 
J. ; Butler. Douglas N. I Winling. Alain: Beoles, Kerry 
A. : Russell, Richard A. 

Centre for Molecular Architecture. Central Queensland 
University, Rockhampton. 4702, Australia 
Tetrahedron (2001), 57(3), 571-582 
C0DEN: TETRAB; ISSN: 0040-4020 
PUBLISHER: Elsevier Science Ltd. 

DOCUMENT TYPE: Journal 
LANGUAGE : English 
OTHER SOURCE (S): CASREACT 134:280655 

ABSTRACT : 

New oxygen-bridged norbornane-fused cyclobutene epoxides and bis-(cyclobutene 
epoxides) are described and shown to react stereoselect ively with 
7-azanorbornenes to produce syn-facial N, 0-bridged polynorbornanes and 
stercorandomly with 7-oxanorbornenes to produce 0. O-bridged polynorbornanes as 
mixts. of syn-facial. and anti-facial products. Polarofacial systems containing up 
to six syn-facial norbornane bridges are described, while systems with seven 
co-facial oxygen atons have been prepared by i ncorporat ing terminal epoxide rings 
lo 05-( 5] polynorbornanes. Ester-subsl i tuted I. 3. 4-oxadiaio)es are shown lo be 
useful reagents for coupling 7-oxanorbornanes and produce predominantly 
syn-facial 0-bridged polarofacial systems together with their anti-facia) 



233609-79-5P 33284 1-07-3P 

RL: RCT (Reactant): SPN (Synthetic preparation): PREP (Preparation): RACT 
(Reactant or reagent) 

(syn-facial hetero-bridged [n] polynorbornanes composed of fused 7-oxa- 

and 7-azanorbornanes) 
233609-79-5 CAPLUS 

6. 17:7. 16:8, ]5-Triepoxyheptacene-5, 18:9, 14-di imine-6, 8. 15. 17. 19, 23- 

hexacarboxylic acid, 5. 5a, 6a. 7. 7a. 8a. 9. 14. 14a. 15a, 16. 16a. 17a. 18- 

tetradecahydro-, 6, 8. 15. 17-tetramethy 1 19, 23-bis (phenylraethyl) ester. 

(5<«. 5aP. 6a, 6ap. 7a. 7aP, 8a, 8aP. 9 

a. 14". Hap, 15a. l5aP, I6a. I6ap. 17. alp 

ha.. I7aP. 18a)- (9CI) (CA INDEX NAME) 
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332841-07-3 CAPLUS 

6. 19:7. 18:8, 17:9, I6-Tetraepoxy-7a, na-GsothaniminomethanoJoo 1 

5.20: to, l5-diimino-6. 9. 16, 19.21. 29-hcxacarboxyl ic acid. 

5. 5a. 6,6n. 7. 8. 8a. 9.9a. 10, IS. 15a. 16. 16a. 17, 18, 18a, 19. 19a, 20-eicot 

(2-melhoxyethyl)-24. 26-dioxo-. 6. 9. 16, 19- 1 et ramethyl 21.29- 

bis(phenylmethvl) ester. (5u, 5aP. 6u, 6aP. 7a, 7o. 

beta. .8a.8aP. 9a. 9aP. 10". 15". 15aP. 16 

a. I6ap. 17a, |7aP, 18a. !8nP, 19a. 19a. be 

la. ,20u)- (9CI) (CA INDEX NAME) 
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33284 1 -05- IP 33284 1-09-5P 

RL: SPN (Synthetic preparation): PREP (Preparation) 

(syn-facial hetero-bridged [n] polynorbornanes composed of fused 7-oxn- 

arid 7-azanorbornnncs) 
332841-05-1 CAPLUS 

6. 17:7. 16:8. l5-Triepoxyheptac«no-5. 18:9. 14-di imine-6, 8. 15. 17- 

letracarboxylic acid. 5, 5a. 6a. 7.7a. 8a, 9, 14. 14a. I5n. 16. 16a. 17a. 18- 

totrodecahydro-. totraraothyl ester. (5". 5aP, 6a, 6aP, 7 

a, 7aP, 8«, 8aP. 9a, 14a, 14aP. 15a. 

I5«P, 16a, l6aP. 17a, |7aP. IBa)- (9CI) (CA 

INDEX NAME) 




RN 332841-09-5 CAPLUS 
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CN 6. 19:7. 18:8. 17:9, l6-Tetraepoxy-7a, I7a-(n»ethanimino»ethano)octacene- 
5, 20: 10. l5-diimine-6. 9, 16, 19-tetracarboxylic Bcid, 

5. 5a. 6. 6a. 7. 8. 8a. 9, 9a. 10. 15. 15a. 16, 16a. 17; 18. 18a. 19. 19a. 20-eicosahydro-25- 

(2-methoxvethvl)-24, 26-dioxo-. letramethyl ester. 

(5a. 5aP. 6a. 6aP. 7a, 7aP. 8u. 8ap. 9 

a.9aP. 10a. l&u. i5aP. 16a. l6aP. 17. alph 

a. . I7ap. 18a. IBaP. 1 9a, 19aP. 20a)- (9CI) 

(CA INDEX NAME) 
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ACCESSION I 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S) : 
CORPORATE SOURCE: 



SOURCE: 



2001:47311 CAPLUS 
134:280669 

Inside and outside N-bridgnd cavity systems: evidence 
for syn- and an ti-atrop isomers in scaffolds containing 
two N-benzoyl-7-azanorbornane units 
Warrener. R. N. : Sun. G. 

Centre for Molecular Archi tec lure, Central Queensland 
University. Rockhaapton. Queensland. 4702. Australia 
Tetrahedron Letters (2001). 42(3). " 
CODE!*: TELEAY; ISSN: 0040-4039 
Elsevier Science Ltd. 
Journal 
English 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
ABSTRACT: 

Alkene and aziridine reagents containing N-benzoyl-7-azanorbornane components have 
been prepared and used to construct ln]polynorbornanes in a block building 
protocol. The presence of syn and anti atropisomers involving the restricted 
rotation of the N-COPh bridge was established by 1H NMR spectroscopy in an 
NNN-[3]polynorbornane (outside bridges) whereas the anti conforraer dominated in 
a cavity NC0C0CN-[7] isopolynorbornane (inside bridges. X-ray confirmation) 
prepared by a dual 1,3-dipolar addition of an acute-angled norbornene with a, 
hexacyclic bis-epoxide. 

IT 332402-04-7P 332402-07-OP 

RL: PRP (Properties): SPN (Synthetic preparation); PREP (Preparation) 

(preparation and syn- and ant i -a trop isomers in polyazanorbornanes containing two 
N-benzoyl-7-azanorbornane units) 
RN 332402-04-7 CAPLUS 

CN Pentacene-5. 14:6. 13:7. 12-tri imine-6. 13-d icarboxy lie acid, 

15, 17-di benzoyl -5, 5a, 6a. 7, 12. 12a. 13a. 14-octahydro-16-(pheny1raethyl)-, 
dimethyl ester (9C1) (CA INDEX NAME) 




RN 332402-07-0 CAPLUS 

CN 7,20:9, 18-Diepoxy-6. 21 :8. 19: 10. l7-triraethanononacene-5, 22: 11, 16-diiraine- 
7, 9. 18. 20-tetracarboxylic acid, 23, 29-di benzoyl - 

5. 5a. 6. 6a. 7a. 8. 8a. 9a. 10, 10a, 11. 16. 16a. 17. 17a. 18a. 19. 19a. 20a. 21, 21a. 22- 

docosahydro-, te trame thy 1 ester. (5a, 5aP. 6P, 6aa, 7. be 

ta. . 7aa. 8P, 8a«, 9p. 9a«, I0p. lOaP. II. al 

pha. , 16a. l6aP, 17P. 17aa, 18P. 18aa. 19P. 

19aa.20P.20aa, 2 IP. 2 lap. 22a)- (9CI) (CA 

INDEX NAME) 
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ABSTRACT: 

The hexakisamidourani 



CAPLUS COPYRIGHT 2007 ACS on STN 
2000:651372 CAPLUS 
133:343790 

Uranium hexakisamido complexes 

Meyer. Karsten; Mindiola, Daniel J. ; Baker, Thorns 

Davis. William M.; Cummins, Christopher C. 

Department of Chemistry, Massachusetts Institute 

Technology. Cambridge. MA. 02139-4307, USA 

Angewandte Cheniie, International Edition (2000). 

39(17). 3063-3066 

CODEN: ACIEF5; ISSN: 1433-7851 

Wiley-VCH Verlag GmbH 

Journa 1 

English 

CASREACT 133:343790 



m(V) anion [U(dbabh)]- (1. Hdbabh = 2. 3: 5. 6-dibenzo-7- 
azabicyclo[2. 2. lJhepta-2, 5-diene) and its homoleptic one-electron oxidation 
uranium(VI) product [U(dbabh)6] (2) were prepared and isolated, Oxidation of 1 is 
observed in an electrochem. redox couple, or chemical in air or with an oxidizing 
agent such as silver inflate. Complex 2 can be chemical reduced to anion I, The 
crystal structures of [PPh4][l] and 2 were determined by x-ray crystallog. The six 
amido nitrogen atoms in both species form a near-perfect octahedron around the 



303962-98-3P 

RL: PRP (Properties): SPN (Synthetic preparation): PREP (Preparation) 

(preparation and crystal structure of) 
303962-98-3 CAPLUS 

Phosphonium. I etrnphenyl-. (OC-6-1 l)-hexakis(9, lO-dihydroamhntcen-9. 10- 
imin-ll-yl)uranate(l-) (9CI) (CA INDEX NAME) 

CM I 

CRN 303962-96-1 
CMF C84 H60 N6 U 
CCI CCS 

> STRUCTURE DIAGRAM IS NOT AVAILABLE *** 



CRN 18198-39-5 
CMF C24 H20 P 




IT 303962-97-2P 

RL: SPN (Synthetic proper nt ion) ; PREP (Preparation) 
(preparation of) 
RN 303962-97-2 CAPLUS 

CN Ethannminium. N, N. N-triethy]-, (OC-6-1 l)-hexakis (9, 10-dihydroanlhracct 
9. lO-imiri-n-yl)uranate(l-) (9CI) (CA INDEX NAME) 



CRN 303962-96-1 
CMF C84 H60 N6 U 
CCI CCS 
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CM 2 

CRN 66-40-0 
CMF C8 H20 N 



Et 

Et-j-Et 



IT 303962-95-OP 

RL: PRP (Properties): RCT (Reactant) ; SPN (Synthetic preparation): PREP 
(Preparation); RACT (Reactant or reagent); 

(preparation, lor- temperature X-band ESR, and oxidat ion to uranium(VI) hexakisaraido 
derivative) 
RN 303962-95-0 CAPLUS 

CN Uranate(l-). hexakis(«nthracen-9. I0-irainato)-, (OC-6-11)-. lithium, conipd. 
with tetrahydrofuran (9C1) (CA INDEX NAME) 

CM ) ; 

CRN 303962-94-9 

CMF C84 H60 N6 U . Li 

CCI CCS 

*** STRUCTURE DIAGRAM IS NOT AVAILABLE *** 
CM 2 



CRN 
CMF 



109-99-9 
C4 H8 0 
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CAPLUS COPYRIGHT 2007 ACS on STN 
2000:142717 CAPLUS 
132:278781 

In-lino proximity effects in extended 
7-azanorbornanes. 1. A new concept for modifying 
effector group separation based on the control of 
N-invertoraer geometry 

Butler, Douglas N. ". Hammond, Malcom L A. : Johnston. 
Mart in R. : Sun. Guangxing: Malpass. John R. : Fawcett, 
John: ffarrener, Ronald N. 

Centre for Molecular Architecture. Central Queensland 

University, Rockhanpton. 4702. Australia 

Organic Letters (2000). 2(6). 721-724 

CODEN: 0RLEF7; ISSN: 1523-7060 

American Chemical Society 

Journal 

English 



CH2Ph 
N , C0 2 Me Y 




REFERENCE COUNT: 



11 THERE ARE 11 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



ABSTRACT : 

Control of N-subst i tuent geometry in fused 7-azanorbornane systems is based on 
the dominance of one proximate bridge (sentinel X) over the other (sentinel Y) 
relative to the N-bridge (e.g.. 1 ; X. Y = CH2. spi rocyc lopropy 1 . 
C:CMe2. NC02CH2Ph,0) ; the N-inversion equilibrium can effectively be displaced ir 
favor of a single invertoreer. This study has used a combination of synthesis, 
crystal log. , and mol. modeling to establish stereostructures, 

IT 2634H-75-2P 

RL: PRP (Properties): SPN (Synthetic preparation); PREP (Preparation) 
(preparation and stereostructures of N-bridged [3] poly norbornanes) 
RN 263411-75-2 CAPLUS 

CN Pentacene-5. 14:6, 13:7, 12-tri imine-6, 13, 15. 17-tetracarboxyl ic acid. 
5, 5a, 6a. 7. 12. 12a, I3a, 14-oc t ah ydro- 1 6- (phenyl methyl)-. 6, 13-dimethyl 
15. 17-bis(Dhenvlmethyl) ester, (5a, 5aP, 6a, 6aP. 7. a 1 ph 
a. . 12a, 12aP, I3«. 13ap. 14«)- (9CI) (CA INDEX 
NAME) 
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TITLE: 



CORPORATE SOURCE: 



SOURCE : 



CAPLUS COPYRIGHT 2007 ACS on STN 
1999:321286 CAPLUS 
131 : 116165 

Molecular topology: the synthesis of a new class of 
rigid arc-shaped spacer molecules based on 
syn-facially fused norbornanes and 7-hcteronorbornanes 
in which heterobridges are used to govern backbone 
curvature 

warrcner, Ronald N. : Margetic, Davor: Sun. Guanxing: 
Amarasckara. Ananda S. ; Foley, Patrick', Butler, 
Douglas N. : Russell. Richard A. 

Centre for Molecular Architecture, Central Queensland 
University, Rockharapton. 4702. Australia 
Tetrahedron Letters (1999). 40(21). 4111-4114 
CODEN: TELEAY; ISSN: 0040-4039 
Elsevier Science Ltd. 
Journal 
English 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
ABSTRACT: 

The reaction of norbornadi encs and 7-heteronorbornadicnes with 7-oxa (or carba 
or aza) norbornene-fused cyclobutene epoxides (or aziridines) gave 
hetero-bridged pol ynorbornanc cycloadducts containing syn-facia! ly arranged N. O (or 
C.N or C, 0) bridges. New dual cyclobutene epoxides and dual cyclobutene 
aziridines are used to prepare multi-fused norbornanes having curved topo). in 
which the heteroatoms modify the curvature in a predictable way C>N>0; AM) 
modeling of representative [9]polynorbornanes is presented. 



IT 



233609-79-5P 

RL: PRP (Properties); SPN (Synthetic preparation): PREP (Preparation) 
(preparation and mol. topol. of arc-shaped spacer rools. based on 
syn-facially fused norbornanes and heteronorbornanes in which 
heterobridges govern backbone curvature) 

233609-79-5 CAPLUS 

6, 17:7, 16:8. 15-Tricpoxyheptacene-S. 18:9. 14-di imine-6. 8, 15. 17. 19.23- 

hcxacarboxyltc acid. 5. 5a. Ga, 7. 7a. 8a. 9. 14. 14a. 15a. 16, I6a. 17a. 18- 

tetrodecahydro-, 6. 8. 15. 17-tetramethyl 19, 23-b is (phenyl methyl) ester. 

(5u. 5aP, 6a. 6hP. 7u. 7aP. 8«. 8aP. 9 

u. 14a, MaP. 15a. I5bP. If*. 16aP. 17. alp 

ha.. !7aP. 18=)- (9C1) (CA INDEX NAME) 
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1998:551313 CAPLUS 
129:245259 

Synthesis and crystal structure of 
(n2-olefin) (N-phenyl-2, 3-dicarbomethoxy-7- 
azabenzonorbornadiene) Fe (CO) 2 coop] ex 
Sun, Chia-Hsing: Wu. Shiao-Yu: Liou. Lin-Shu: Wang. 
Ju-Chun 

Department of Chemistry. Soochow University. Taipei. 
Ill, Taiwan 

SOURCE: Journal of the Chinese Chemical Society (Taipei) 

(1998). 45(4). 563-567 

CODEN: JCCTAC: ISSN: 0009-4536 
PUBLISHER: Chinese Chemical Society 

DOCUMENT TYPE : Journal 
LANGUAGE: English 
OTHER SOURCE (S): CASREACT 129:245259 

ABSTRACT : 

The title compds. (olefin = di-Me furaarate, di-Me naleate. maleic anhydride. 
N-Ph maleiinide, N-pheny 1 -7-azabenzonorbornadiene, Et acrylate) 2a-f were 
obtained from photochem. substitution of (N-pheny 1-2, 3-d icarbomet hoxy-7- 
azahenzonorbornadiene)Fe(C0)3 I with the corresponding alkenes as stable solids 
in moderate (46-71%) yields. X-ray structure determination of 2r. shows a distorted 
trigonal bipyranidal geometry with two cross Fe-coordinBted olefins. 2A-f 
represent a new type of (n2-monoo1ef in)2(R3N)Fe(C0)2. 



IT 



212956-33-7P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparat ion of (alkene) (azabenzonorbornadiene) iron complexes by photochero. 

substitution reaction or iron tricarbonyl complex with alkenes) 
212956-33-7 CAPLUS 

Iron, dicarbonyll(2, 3-n)-l. 4-dihydro-9-phenyl naphtha 1 en- 1. 4-imine] {rel- 
(2, 3-i)-dioethvl (1R, 4S)-l. 4-dihydro-9-phenyl naphtha len-1. 4-imine-2. 3- 
dicarboxylate-*N9]-. stereoisomer (9CI) (CA INDEX NAME) 
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DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE: 



SOURCE: 



CAPLUS COPYRIGHT 2007 ACS on STN 
1998:376545 CAPLUS 
129:95424 

Building BLOCKs in synthesis. Part 4. A 1,3-dipolar 
cycloaddition route to 7-azanorbornancs. Application 
to the synthesis of syn-facial N-bridged 
poly nor bornanes 

Butler, Douglas N. : Ma) pass. John R. : Margetic, Davorl 
Russell. Richard A. : Sun, Guang Xing: Warrener. Ronald 
N. 

Center Molecular Architecture, Central Queensland 
University, Rockhampton. 4702. Australia 
Synletl (1998), (6), 588-589 
CODEN : SYNLES: ISSN: 0936-5214 
Georg Thierae Verlag : 
Journal 
English 

CASREACT 129:95424 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S): 
ABSTRACT: 

Aziridinocyclobutenes react with electron-deficient or ring-strained alkenes to 
produce 7-azanorbornenes in a novel 1,3-dipolar cycloaddn. reaction suitable 
for BLOCK assembly protocols. Benzo-7-azanorbornadiene and 7-hctero-bridged 
analogs react stereoselectively to produce compds. with syn-facial orientation 
of their bridges. 



17 



209674-68-OP 209674-70-4P 

RL: SPN (Synthetic preparation): PREP (Preparation) 

(preparation of N-bridged pol ynorbornancs by dipolar cycloaddn. via 
■ aZBNorbornanes) 
209674-68-0 CAPLUS 

PenlHccm«-5. 14:6, 13:7. 12-t ri imine-6. 13. 15, 17-tetracarboxylic acid. 
5. 5a. 6a, 7. 12. 12a. 13a. 14-oct ahydro-16-(pheny Imothy ])-. 15, l7-bis(l, 1- 
dimethylolhyl) 6. !3-dimcthyl ester. (5R. 5nR, 6R,6aS. 7S, I2R. l2aR. I3S. 13aS, 14 
S)-rel- (9CI) (CA INDEX NAME) 




1 
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7. 16-Methanoheptacene-5, 18:6, 17:8, 15:9, 14-tetrimine-6. 8. 15. 17, 19.23- 

hexacarboxylic acid, 5, 5a, 6a, 7, 7a. 8a. 9. 14. 14a, 15a, 16. 16a. 17a, 18- 

tetradecahydro-20, 22-bis(phenylmcthvl)-, 19. 23-bis (1. 1-dimethy lethyl) 

6.8, 15. 17-tetramethyl ester, (5". 5ap. 6«. 6aP. 7a 

. 7aP.8a. 8aP.9a. 14«, I4ap. 15a, 15a. bet 

a, , 16u. 16aP. 17a. 17aP. I8«)- (9CI) (CA INDEX 

NAME) 
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AUTHOR (S) : 
CORPORATE SOURCE: 



SOURCE: 



CAPLUS COPYRIGHT 2007 ACS on STN 
1998:308815 CAPLUS ' 
129:27875 

Novel 'windscreen wiper' cavity structures formed by 
the cycloaddition of N-substi tuted isoindoles onto 
nolrac bis-alkenes 

Ma) pass, John R. : Sun; Guangxingl Fawcctt. John: 
Warrcner. Ronald N. 

Centre Mo). Architecture, Central Queensland Univ.. 
Rockharapton. 4702, Australia 
Tetrahedron Letters (1998), 39(19). 3083-3086 
CODEN: TELEAY; ISSN: 0040-4039 
Elsevier Science Ltd.. 
Journal 
English 

CASREACT 129:27875 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S) : 
ABSTRACT: 

A strong N-substituent effect is observed in the reaction of isoindole with 
cyclobutene-l, 2-diesters: N-alkoxycarbonyl derivs, react to form sdducts with 
bent-frame stereostructures; N-olkyl isoindoles. produce both extended-frame 
(stable) and bent-frame (unstable) stereoisomers, but require high-pressure 
conditions (10-15 kbar) I N-acyl isoindoles fail to react. The first 
'windscreen wiper' N-bridged cavity compound was prepared, the structure of which 
was confirmed by x-ray anal. 

IT 208U7-32-2P 

RL: PRP (Properties); SPN (Synthetic preparation): PREP (Preparation) 
(preparation of windscreen wiper cavity structures by cycloaddn. of 
N-substi tuted isoindoles onto molrac bis-alkenes) 
RN 208 II 7-32-2 CAPLUS 

CN 6. 13-Methanobenzo[b]naphtho[2' .3' :3. 4]cyclobuta[l. 2-h] bi phenyl ene- 

5, 14:7. 12-diimine-5a, 6b. 12a. l3b-tetracarboxyl ic acid. 1. 2, 3.4.8.9, 10. 11- 
octafluoro-5, 5b. 6.6a. 7, 12. 12b. 13, 13a. l4-decahydro-15. 17-bis (phenylmethy ))- 
. te t rame thy 1 es t er. (5R. 5aS. 5bS. 6aR, 6bR, 7S. 1 2R. 1 2aS. 1 2bS. 1 3aR. 1 3bR. 1 4S) - 
rel- (9C1) (CA INDEX NAME) 

Relative stereochemistry. 
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1995:496282 CAPLUS 
123:227683 

[2«-2] Dimerization of norbornadieno and its 
derivatives in the presence of nickel complexes and 
zinc metal 

Huang. Daw-Jen; Cheng, Chi en-Hong 
Department of Chemistry. National Tsing Hua 
University, Hsinchu, 300, Taiwan 
SOURCE: Journal of Organometal 1 ic Chemistry (1995). 490(1-2), 

CI-C7 

CODEN: J0RCAI; ISSN: 0022-328X 
PUBLISHER: Elsevier 
DOCUMENT TYPE: Journal 
LANGUAGE: English 
OTHER SOURCE (S): CASREACT 123:227683 

ABSTRACT : 

Norbornadiene undergoes [2+2] reaction in THF in the presence of NiX2 and Zn 
powder to give an exo-trans-exo diraer and an exo-trans-exo-trans-exo triraer. 
In these products, the norbornadiene mols. are linked to each other by forming 
cyclobutane rings with all cyclobutane carbons occupying exo positions relative 
to the bridging carbons on the two norbornadiene fragments. Polymerization of 
norbornadiene occurs if the catalyst NiX2 is replaced by Ni (PPh3) 2C12; 
I. 4-dihydro-l, 4-epoxynaphthalene. 5. 8-dimethoxy-l, 4-dihydro-l, 4- 
epoxynaphthalene. 5-wethoxy-l. 4-dihydro-l. 4-epoxynaphthalene and Me 
I, 4-dihydro-l, 4-imi nonaphthalene-9-earboxy late also dimerize to give 
exo-trans-exo products in excellent yields in toluene in the presence of 
Ni(PPh3)2C12 and Zn powder. For the dimerization products of 
5-methoxy-1, 4-dihydro-l, 4-epoxynaphthalene, cis and trans isomers with respect, 
to the orientation of methoxy groups in about I : 1 ratio were observed Under 
similar reaction conditions for the dimerization of norbornadiene, norbornene 
undergoes reductive dimerization to afford a product which consists of two 
norbornyl groups. The structure of this product is also exo-trans-exo. NiBr2. 
Zn powder and norbornadiene were stirred at 50" for 72 h to give both 
the dimer and trimer. 

IT 168297- I 4-1 P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(dimerization of norbornadiene and its derivs. in the presence of 
nickel complexes and zinc metal) 
RN 168297-14-1 CAPLUS 

CN 0ibenzo[b, hjbi pheny lene-5. 12:6. Il-di imine-13. 14-dicarboxy 1 ic acid. 
5, 5a.Sb.6. U.lla, lib. 12-octahydro-, dimethyl ester. 
(5", 5<tf. 5b«.6P. IIP. lla«. llbp. 1 
2a)- (9C1) (CA INDEX NAME) 

Relative stereochemistry. 
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ACCESSION NUMBER: 1988:492840 CAPLUS 

DOCUMENT NUMBER: 109:92840 

TITLE: Tetrahalobenzenes as diaryne equivalents in polycyclic 

arene synthesis 

AUTHOR(S): Hart. Harold: Lai. Chung Yin: Nwokogu. Godson 

Chukuemcka: Shanou i 1 i an, Shamouil 
CORPORATE SOURCE: Dep. Chem. , Michigan State Univ.. East Lansing, MI. 

48823 USA 

SOURCE "• Tetrahedron (1987). 43(22). 5203-24 

CODEN : TETRAB: ISSN: 0040-4020 
DOCUMENT TYPE: Journal 
. LANGUAGE: English 
OTHER SOURCE (S) : CASREACT 109:92840 

ABSTRACT: 

1.2, 4. 5-Telrabromobenzenes and analogous naphthalenes react with one or two 
equivalent of BuLi and various dienes (furans. ' pyrroles, cyclopentadienes. 
fulvenes) to form mono- or bis-cycloadducts. Highly substituted Brenes can be 
obtained by removing the 0 or N bridges from the furan or pyrrole adducts. By 
choice of conditions, two identical or two different, rings can be fused to the 
di-aryne equivalent Improved short synthesis of perraethy lnapht ha I ene. -anthracene 
and -naphthacene are described. A new triphenylene synthesis is presented. 

IT 115711-02-9P 

RL: SPN (Synthetic preparation): PREP (Preparation) 
(preparation of) 
RN 115711-02-9 CAPLUS 

CN Pentacene-5. 14:7. 12-di irainc-1 5. 16-diamine, 5.7, 12. 14-tetrahydro- 

N.N.N'.N'. 1.4.5,6. 7.8, II. 12. 13. 14-tetradecamethyl- (9CI) (CA INDEX NAME) 




NMc2 
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ACCESSION NUMBER: 1988:94433 CAPLUS 

DOCUMENT NUMBER: 108:94433 

TITLE: anti-5, 16:10, 15-Bis(tert-butyl imino)- 

1.2. 3.4. 11. 12. 13, 14-octamethyl-5, 10. 15. 16- 

tet rahydrobenzo [h] pentaphene 
AUTHOR(S): Preut. H. : Hildebrand, T. ; Kreher. R. P. 

CORPORATE SOURCE: Fachbereich Chem. . Univ. Dortmund. Dortmund. 

D-4 600/50. Fed. Rep. Ger. 
SOURCE". Acta Crystal lographica. Section C: Crystal Structure 

Communications (1988). C44(l). 203-5 

CODEN: ACSCEE: ISSN: 0108-2701 
DOCUMENT TYPE: Journal 
LANGUAGE: English 
ABSTRACT: 

The title compound is triclinic. space group P. hivin. 1. with a 11.701(9). b 

11.796(15). c 15.538(8) A. « 69. 12(7). p 62.27(7). and Y 

67. 15(7)" ;dc = 1. 133 for Z = 2. The final R = 0. 062 for 3466 

reflections. Atomic coordinates are given. The constitution and configuration of 
the hitherto unknown Diels-Alder adduct of 2. 5-di-t.ert-butyl-2, 5- 
dihydrobenzo[e]pyrrolot3. 4-gj isoindole with 3, 4. 5, 6-tet ramet.hyl-1. 2- 
dehydrobenzene was elucidated via the crystal structure anal. The tert-Bu 
groups of the annelated cyclic compound are in anti position, The perpendicular 
to the plane of the naphthalene ring and the direction through the position of 
the N and the central C of the tert-Bu groups are nearly parallel and therefore 
there is ample space at the N atoms for the free electron pairs. 

IT 1I1558-06-6P 

RL: PRP (Properties); SPN (Synthetic preunrat ion) i PREP (Preparation) 
(preparation and crystal structure of) 
RN 1 1 1 558-06-6 CAPLUS 

CN Benzo[h]pentaphene-5. 16: 10. 15-diimine. 17. 18-bis(l. 1-diraethylelhy 1)- 
5, 10. 15. l6-tetrnhydro-l,2, 3.4. II. 12. 13. 14-octamethyl-. 
(5u. I OP. I5P. 1 6a)- (9C1) (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2007 ACS on STN 
1988:55823 CAPLUS 
108:55823 

Structure and reactivity of isoannulated heterocyclic 

systems with 4n*- and (4n ♦ 2) -"-electrons. 13. 

Annulated isoindole with 18 "-electrons 

Kreher, Richard P. : Hjldebrand. Thomas 

Univ. Dortmund, Dortmund. D-4600. Fed. Rep. Ger. 

Angewandte Chelate (1987). 99(12). 1325-7 

CODEN: ANCEAD; ISSN: 0044-8249 

Journal 

German 

CASREACT 108:55823 



NCMe 3 



ABSTRACT : 

Hetarenes I and II were prepared in 65* and 51% yields, resp. in several 
convention synthetic steps from 2, 6-dimethylnaphthalene and 
1,2, 3,4-tetraraethylnaphthalenc, resp.' 



IT 



11I558-05-5P 111558-06-6P 

RL: PRP (Properties): SPN (Synthetic preparation); PREP (Preparation) 

(preparation and spectra of) 
111558-05-5 CAPLUS 

Dibenzo[b, k]chrysene-5, 16:8, 13-diimine. 17. 18-bis(l, 1-diraethylethyl)- 
5.8. 13. 16-tetrahydro-l. 2. 3, 4,9. 10, 1 1. 1 2-oc tame thy 1-. 
(5a. 8P, 13P, !&>)- (9CI) (CA INDEX NAME) 




RN III 558-06-6 CAPLUS 

CN Benzo[h]pentaphene-5, 16:10. 1 5-di i mi ne, 17. 18-bis(l. 1-dimethylethyl)- 
5. 10, 15. 16-tetrahydro-l. 2. 3, 4, 1 1. 12. 13. 14-oc tame thy 1-. 
(5a, 10P. 15P. 16«)- (9C0 (CA INDEX NAME) 



1.4 ANSWER 20 OF 23 CAPLUS COPYRIGHT 2007 ACS on STN (Continued) 

PAGE 1-A 



L4 ANSWER 21 OF 23 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



AUTHOR (S): 
CORPORATE SOURCE: 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S) : 
GRAPHIC IMAGE: 



CAPLUS COPYRIGHT 2007 ACS on STN 
1985:471031 CAPLUS 
103:71031 

Twin benzannulation of naphthalene via 1.3-, 1,6-, and 
2. 6-naphthodiyne synthetic equivalents. New syntheses 
of triphenylene, benz[a]anthracene, and naphthacene 
Gribble. Gordon W. 1 Perni. Robert B. ; Onan, Kay D. 
Dep. Chem. , Dartmouth Col 1. . Hanover, NH. 03755, USA 
Journal of Organic Chemistry (1985). 50(16), 2934-9 
CODEN: JOCEAH: ISSN: 0022-3263 
Journal 
Eng) ish 

CASREACT 103:71031 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILARLE VIA OFFLINE PRINT * 
ABSTRACT: 

New syntheses of triphenylene (I. R = H). benz[a]anthracene (II). naphthacene 
(III, Rl = H). and the tetramethylated derivs. I (R = Me) and 111 (Rl = Me), 
are described that feature, as the key step, the formal Diels-Alder cycloaddn. 
between a naphthodiyne equivalent, e.g., dibromodi t.osylate IV (Ts = 
p-tolylsulfonyl) and a furan. Subsequent dcoxygenation affords the arene in 
16-28% overall yield from dibromo ditosylates. The latter are prepared in two 
steps from com. available 2,3- or 2, 7-dihydroxynaphthalene. and, with PhLi, 
serve as synthetic equivs. of naphthodiynes. The x-ray structure of the anli 
isomer of V is discussed in some detail. 
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96965-77-4P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of) 
96965-77-4 CAPLUS 

H«xacene-5. 16:8, 13-diimine, 1,2,3,4.9. 10, 11, 12-octaf luoro-5. 8, 13, 16- 
tetrahydro-l 7. 18-dimothyl- (9CI) (CA INUEX NAME) 
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ACCESSION NUMBER: 1984:630302 CAPLUS 

DOCUMENT NUMBER: 101:230302 

TITLE: Structure and reactivity of isoannulated heterocyclic 

systems with 4n* and (4n + 2)" electrons. Part 
10. Oligocyclic hetarenes with quinoid structure', 
synthesis by sequential cyclic condensation 
Kreher, Richard P. : Pfister, Juergen 
Univ. Dortmund, Dortmund, D-4600/50, Fed. Rep. Cer. 
Angewandte Cheraie (1984), 96(11). 906-7 
CODEN: ANCEAD: ISSN: 0044-8249 
Journal 
German 

For diagram(s), see printed CA Issue. 
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15. 16-bis(l, l-dimethy)ethyl)-l,4.6,8. 11. 13-hexahydro-6, 13-dioxo- 
tetramethyl ester, (la, 4a, 8a, 11a)- (9C1) (CA 
INDEX NAME) 



AUTHOR (S): 
CORPORATE SOURCE: 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 
GRAPHIC IMAGE: 
ABSTRACT : 

i quinoi 

Pyrroledicarboxaldehydes I (R = CMe3, CH2Ph) cyclocondensed with 
1, 4-cyclohexanedione to give 45-50* primary condensation products II which 
condensed with I to give 90-95% isoindoles III or with arenediearboxaldehydes 
IV (X = H2, CH:CHCH:CH. o-CH:CHC6H4CH:CH) to give 40-60% V. 1 (R = CMe3) and 
1,4-naphthalenediol gave 75% VI. III. V, and VI reacted with 
Me02CC. tplbond. CC02Me to give the corresponding eye loadduct.s. 

IT 92763-87-6P 92843-01-1 P 

RL: SPN (Synthetic preparation): PREP (Preparation) 
(preparation of) 
RN 92763-87-6 CAPLUS 

CN Pentacene-1, 4:8. I l-diimine-2, 3. 9. 10-letracarboxyl ie acid, 

15. 16-bis (1, l-ditnethylethyl)-1.4.6. 8. II, 13-hexahydro-6. 13-dioxo-. 

tetramethyl ester, (la, 4a, 8P, 1 IP)- (9CI) (CA INDEX 

NAME) 





RN 92843-01-1 CAPLUS 

CN Pentacene-I,4:8, 1 1-di imine-2, 3. 9, lO-tetracarboxyl ic 
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CAPLUS COPYRIGHT 2007 ACS on STN 
1983M97743 CAPLUS : 
98:197743 

Twin annulation of naphthalene via a I, 5-naphthodiyne 
synthon. New syntheses of chrysene and 
dibenzo[b, k]chrysene ; 
LeHoullier, Craig S. ; Gribble. Gordon W. 
Dep. Chem. . Dartmouth Coll. , Hanover. NH. 03755, USA 
Journal of Organic Chemistry (1983). 48(10), 1682-5 
CODEN : JOCEAH; ISSN: O022-3263 
Journal 
English 
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F 





ABSTRACT : 

New, efficient syntheses of chrysenes I (R = H, Mo) and dibenzo[b, kjchrysencs 
II (Rl =11, F) featured the formal cycloatldn. between I, 5-naphthodiyne (III) 
and a heterocyclic diene such as furan, pyrroles, and isoindoles as the key 
step. Subsequent, manipulation afforded 26-49% I, or II overall from 
2. 6-dibromo-l. 5-dihydroxynaphthaIene. The latter was easily converted to 
ditosylate, which, with PhLi, served as a synthon for III. 

IT 85337-36-6P 85337-37-7P 

RL: RCT (Roar. I ant); SPN (Synthetic preparation); PREP (Preparation): RACT 

(Reactant or reagent) 

(preparation and oxidative deatnination of) 
RN 85337-36-6 CAPLUS 

CN Dibenzolb,k]chrysene-5, 16:8, 13-diimine, 5; 8, 13. 16-tetrohydro-l7. 18- 
din.el.hy I- (9CI) (CA INDEX NAME) 
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CN 



85337-37-7 CAPLUS 

Oiber.zotb.kJr.hryscne-5. 16:8, 13-diimine, 1; 2. 3. 4, 9. 10. II. 12-ortaflu, 
5.8, 13. l6-tctrahydro-17. 18-diraethy 1- (9CI) (CA INDEX NAME) 
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ANSWER I OF 35 CAPUJS COPYRIGHT 2007 ACS on STN 
2007: 1170495 CAPLUS 

Discovery of novel 8-azoniabicyc)o[3. 2. l]octane carbamates as 
muscarinic acetylcholine receptor antagonists 
Laine, Dramane I. ; Xie. Haibol Buffet, Noemie'. Foley, James J. ; 
Buckley, Peter". Webb, Edward F. : Widdowson. Katherine L. ; Palovtch, 
Michael R. ; Belmonte, Kristen E. 
GlaxoSmithkline. King of Prussia. PA, 19406, USA 
Bioorganic & Medicinal Chemistry Letters (2007). 17(22). 6066-6069 
CODEN: BMCLE8; ISSN: 0960-894 X 
Elsevier Ltd. 
Journal 
English 

In the course of our research program to develop novel muscarinic 
receptor antagonists for the treatment of C0PD, new tropane carbamate 
derivs. were identified as potent anti-muscar inic agents. The 
synthesis, structure-activity relationships and Pharmacol, evaluation that 
led to the identification of compound 5o, are described. 
RE.CNT 17 THERE ARE 17 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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AB Title corapds. represented by the formula I»X- [wherein Y = OH or CN'. 
Rl = (cyano)alkyl, haloalkyl, alkylaryl, etc. ; R2. R3 = independently 
(un) substituted (hetero)aryl I X- = physiol. acceptable anion] were prepared 
as muscarinic acetylcholine receptor antagonists. For example, 
condensation of Et l-azabicyclo[2. 2. l]heptane-4-carboxylate with 
phenyl lithium (54%). and followed by N-alky)ation with 2-bromoet.hyl 
phenylraethyl ether (36%), gave II»Br- The biol. assays for 
inhibition of muscarinic acetylcholine receptor and 
formulation-administration were described, Thus, I and their 
pharmaceutical compns. are useful for the treatment of muscarinic 
acetylcholine receptor mediated diseases, such as chronic obstructive lung 
disease (no data). 
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Preparation of amino acid derivatives as M3 muscarinic 
acetylcholine receptor antagonists 
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AB Amino acid derivs. I IX is C, 0; Y is C. N; XI. X2, Z are (CH2)0-2; Rl is 
H, (un) substituted alkyl, Ph, thienyl, fury], etc.; R2 is mnl.hylene. 
ethylene, or propylene substituted by Ph. thienyl. furyl, pyridyl, 
naphlhyl, nujnolinyl, indolyl, benzothicnyl, benzofurnny 1. etc.; R3 is II, 
(un) substituted alkyl, cycloalkyl. Ph, etc.; R4 is (un) substi luted alkyl. 
cycloalkyl. Ph, etc. : U is NR3, 0. or a bond; W is 0, S, or NHI T is 
(un)subsl ituied Ph, thienyl, furyl, pyridyl, nnphthyl, qtiinolinyl, 
indolyl, henzo thienyl, or benzofuranyl J were prepared as muscarinic 
acotylchol inu receptor antagonists. Thus, Et 4-[[U (lS)-1-[ (4- 
hydroxypheny I ) me t hy I J -2-[ [ I -[ (4-hydroxypheny 1 ) me t hy 1 J -3- 

pyrrol idinyl]nmino]-2-oxoethyl Jamjnojcarboriyl ] amino] benzonte was prepared by 
a raultistep procedure in solid phase starting from protected tyrosine, 
RE.CNT 1 THERE ARE I CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 



W R2 R3 x\ X ^,R' 7 _ 



I 



AB Amino acid derivs. I IX is C. 0; XI. X2, X3 arc (CH2)0-2: Kl is II, 
(un) subst t luted alkyl. Ph. thienyl. furyl. etc.; R2 is methylene, 
ethyl cnu, or propylene substituted hy Ph. thienyl, furyl, pyridyl, 
naphlhyl, quinolinyl. indolyl, benzol hi en y I. benzofuranyl. etc.: R3 is H. 
(un)subsl ituted alkyl, cycloalkyl, Ph, etc. J R4, R5 are (un)subsl i luted 
alkyl, cycloalkyl, Ph. etc. ; U is NR3, 0. or a bond: W is 0. S, or NH; T 
is (un) substituted Ph, thienyl. furyl, pyridyl, nnphthyl, quinolinyl, 
indolyl, bonzothienyl, or benzofuranyl] were prepared as muscarinic 
acetylcholine receptor antagonists. Thus, N-[[[4- 

(ethoxycarbonyl) phenyl] ami no] carbonyl]-N-( (3S)-l-[ (4-hydroxyphenyl)mo1 hyl]- 
I-mathyl-3-pyrrol idiniumyl ]-L-tyrosinamide trif luoroneetatc was prepared by 
a mult.ist.cp procedure in solid phase starting from protected tyrosine. 
RE.CNT 1 THERE ARE 1 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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Glaxo Group Lin i ted, UK 
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AB Title compds. [I: Rl, R2 = (substituted) Ph. thienyl, pyridyl, PhCH2. 

pyrimidinyl. thiazolyl, isol hiazolyl. cycloalkyl. etc. : R3 = H. OH: X = 
physiol. acceptable anionj. were prepared for treatment of chronic 
obstructive pulmonary disease, chronic bronchitis, asthma, chronic 
respiratory obstruction, pulmonary fibrosis, emphysema, and allergic 
rhinitis (no data). Thus. 2-[ (3-endo)-8-methyl-8-azabicyclo[3. 2. I ]oct-3- 
yl]-l, l-bis(3-raethyl-2-thienyl)ethanol (preparation given) was treated with 
MeBr in tert-Bu Me ether to give 61% (3-endo) -3-[2-hydroxy-2. 2-bis (3- 
methyl-2-thienyl)ethyl]-8,8-dimethyl-8-azoniabicyclo[3. 2. ijoctane bromide. 




AB Title compds. [I: Rl, R2 = (substituted) Ph, thienyl. pyridyl. PhCH2, 
pyriraidinyl. thiazolyl. isothiazolyl. cycloalkyl. etc. ; X = 
pharmaceutical ly acceptable counterionj, were prepared for treatment of 
COPD. chronic bronchitis, asthma, chronic respiratory obstruction, 
pulmonary fibrosis, emphysema, and allergic rhinitis (no data). Thus. 
(endo)-3-{2. 2-bis(3-hydroxyphenyl)etheny]]-8. 8-dimethyl-8- 
azoniabicyc]o[3. 2. Ijoctane bromide was prepared from tri-Me 
phosphonoacetate. tropinone, Mel, and 3-methoxy phenyl magnesium bromide. 
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receptor antagonists: intravital visualization of receptor occupancy 

AU Mazzone, Stuart B. : Mori. Nanakoi Burman, Miriam: Palovich. 
Michael; Belmonte, Kristen E. ; Canning, Brendan J. 

The Howard Florey Institute. University of Melbourne, Victoria. 3010, 
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Journal of Physiology (Oxford, United Kingdom) (2006). 575(1). 23-35 
CODEN : JPHYA7: ISSN: 0022-3751 
Blackwell Publishing Ltd. 
Journal ; 
English 

The fluorescent styryl dyes FMl-43 and FM2-10 have been used to visualize 
the endocytic and exocytic processes involved in neurotransmission in a 
variety of central and peripheral nerve prepns. Their utility is limited 
to some extent by a poorly understood vesicular-independent labeling of 
cells and tissues. We show here that one likely cause of this troublesome 
background labeling is that FMl-43 and FM2-10 are selective and 
competitive antagonists at both cloned and endogenously expressed 
muscarinic acetylcholine receptors. In radioligand binding 
studies. FMl-43 and FM2-I0 bound with moderate affinity (23-220 nM) to 
membranes of Chinese hamster ovary (CHO) cells expressing cloned human 
muscarinic receptors (M1-M5). In functional studies in vitro. 
FMI-43 and FM2-10 inhibited elec. field stimulation (EFS) and 
acety lchol ine-induced cholinergic contractions of guinea-pig tracheal 
strips (IC50: FMl-43. 0. 4±0. 1 :FM2-10. 1.6±0. ImM; concent ration of 
antagonist producing a 2-fold leftward shift in the acetylcholine 
concent rat ion-responso curve (Kb): FMl-43. 0. 3±0. I ;FM2-10, 15. 8±I0. I 
t*M). Neither compound inhibited EFS-evoked. non-adrenergic 
non-chol incrgic nerve-mediated relaxations or contractions of the airways, 
or contractions mediated by histamine HI receptor or tachykinin NK2 
receptor activation. Incubating freshly excised tracheal whole-mount 
prepns. with 5 nM FMl-43 resulted in intense fluorescence labeling of 
the smooth muscle that was reduced by up to 90% in the presence of 
selective M2 and M3 receptor antagonists. The potency of the FM dyes as 
muscarinic receptor antagonists is within the concentration range used to 
study vesicular cycling at nerve terminals. Given that muscarinic 
receptors play a key role in the regulation of neurotransmitter release 
from a variety of neurons, the anticholinergic properties of FM dyes may 
have important implications when studying vesicular events in the nervous 
system. In addition, these dyes may provide a novel tool for visualizing 
muscarinic receptor occupancy in living tissue or cell prepns. 
RE. CNT 41 THERE ARE 41 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to amino acid heleroarom. derivs. I [V is S, 0 or 
NR4 (R4 is H, alky 1, allyl): X. Z are N or CR5 (R5 is H. alky), nlkenyl. 
halo. NR4. 0R4. CN. N02. CF3). provided thai N S 2 for X and 
S 3 for Z; n is 0-3; A- is halo. CF3C02-. mesylate, tosylnto, etc. : 
Rl, R2 are (un) substituted ulkyl. cycloalkyl, Ph, etc. ; T is 
(tin) substituted thiophenu, furan, thinzole, isothiazolo, pyrrole, 
imidazole, pyrnzolc. or Ph: R3 is acyl, carboxylic csler, sulfonyloxy, 
sul I fony lantino, carbamoyl, etc. J for uso in treating muscarinic 
acetylcholine receptor-mediated diseases. Thus, imidnzothiazo) ium 
tyrosinamide derivative II was prepared by a multistcp soquence involving 
reaction of 2-mct hy 1 imidazo[2. I-b} [1.3] thiazolc-6-nxit hanamine (preparation 
given) on DMHB rosin with Fmoc-Tyr (Bu- t) -OH (Fmoc = 
f luorenylmothoxycarbonyl). 
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OS MARPAT 145:76661 
AB The invention discloses muscarinic acetylcholine receptor 

antagonists R3TNHC(0)NHCH(CH2Rl)C(0)N(R4)(CH2)nCYC [CYC = Ql. Q2: Y = S. 
0. NR4 ; X = Z, CR5 (with provisions); Z - N. CR5 (with provisions); n = 
0-3; Rl = (un)branchec Cl-8 alkyl, C3-8 cycloalkyl, etc. ; T= thiophene. 
furan. thiazole. etc.; R3 = C0R6. C00R6. 0S02R6. etc.; R4 = H. Cl-3 alkyl, 
allyl: R5= H. Cl-3 alkyl, halo, etc.; R6 = (un)substi luted (un)branched 
Cl-8 alkyl, C3-12 cycloalkyl. Ph, etc.] useful in treatment of respiratory 
tract diseases, including asthma, el lergic rhinit is, pulmonary fibrosis 
and others. 
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AB This invention relates to derivs. of 8-azoniabicyclo[3. 2. 1 Joctane, 

pharmaceutical compns. in combination with one or more other therapeutic 
ingredients, such as P2-adrenoreceptor agonists, antihistamines, 
allergy inhibitors, and inflammation inhibitors for the treatment of 
muscarinic acetylcholine receptor-mediated diseases of the 
respiratory tract, A claimed combination medication includes 
(3-endo) -3- (2. 2-di - th i eny 1 e theny 1 ) -8, 8. d i me t hy 1 -8- 

azoniabicyclo[3. 2. Ijoctane bromide, salmeterol xinafoate, and fluticasone 
propionate. 
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o a combination of (3-endo) -3- (2. 2-di - 
hyl-8-azoninbicyclol3. 2. 1 Joclann bromide, with 



one or more other therapeutic ingredients selected from 
P2-adrenorecupior agonists and inf Inmraat ion inhibitors for the 
treatment of muscarinic acetylcholine recep tor-media tod diseases 
of the respiratory tract. A claimed combination medication includes 
(3-endo) -3- (2. 2-d i -t h i eny 1 e theny I ) -8. 8. d i me thy 1 -8- 

nzoniabieyclo[3. 2. Ijoclane bromide, salmeterol xinafoate, and fluticasone 
propionate. 
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monocyclic hetcroary); R6 = (un) subs t i tuted limine: X = C(Rl)p when m = 

0- 3: X = CO when m = i; « = 0-2: b = 0-21 c = 0-3: n = 0-3; Y = CO. SO. 
S02. HNC(O) orOC(O); Z= (un)substi tuted (hotnro)ary 1. alkenyl. alkyl. 
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muscarinic acetylcholine receptor antagonists. For instance, 
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po lys t yrenebenzy 1 oxybenzn 1 dehvdc) res i n-bound 3-bron»-4-f I uorobenzy 1 am i no 

with 3- fomyl benzoic acid: (2) reductive amination with 

1- mothylpiperazinc; (3) Pd-catalyzed coupling with 3-formyl phony I boron ic 
acid: (4) reductive amination with (S)-2-mcthy Ipiperazino: (5) methylation 
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with Mel; and (6) cleavage from the resin with TFA. Biol, assay for 
inhibition of receptor activation by calcium mobilization and 
pharmaceutical formulations were described. I and pharmaceutical compns. 
are potentially useful for 1 he treatment of muscarinic 
acetylcholine receptor-mediated diseases, '. such as respiratory tract 
disorders. 
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AB Title compds. I»U- [wherein Arl, Ar2 = independently (un) substi luted 

Ph or monocyclic heteroaryl: R6 = (un) substi tu ted amine; X = C(Rt)p when m 
= 0-3: X = CO when m = 1 : a = 0-2: b = 0-2; c = 0-3; n = 0-3; Y = CO. SO. 
S02. HNC(O) orOC(O); Z= (un) substi tuted (hetero)ary 1, alkenyl, alkyl, 
etc.; Rl. R2, R9 = independently H, (un) substi luted (cyclo)alkyl. 
heterocyclyl. etc. : R3 = (un)substituted N+ containing r.yclyl; U- = 
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pharmaceutically acceptable counter ions, 1-. Br-, C1-. F-. CF3C02-. 
mesylate and t.osylate; or pharmaceutically acceptable salts thereof] were 
prepd. as M3 muscarinic acetylcholine receptor antagonists. For 
instance, solid-phase synthesis of I1-3CF3C02H was realized in an 
overall yield of 38%. via (l) amination of DMHB resin (2, 6-dimethoxy-4- 
polystyrenebenzyloxybenzaldehyde) bound 3-bromo-4-f luorobenzylamine with 
3-forniyl benzoic acid; (2) reductive araination with l-methylpiperazine ; (3) 
Pd-catalyzed coupling with 3-formy 1 phenyl boron ic acid; (4) methylation 
with Mel; (5) reductive amination with (S)-2-methylpiperazine and (6) 
cleavage from the resin with TFA. Biol, assay for inhibition of receptor 
activation by calcium mobilization and pharmaceutical formulations were 
described. I and pharmaceutical compns. are potentially useful for the 
treatment of muscarinic acetylcholine receptor-mediated 
diseases, such as respiratory tract disorders. 
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muscarinic acetylcholine receptor antagonists 
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Muscarinic acetylcholine receptor antagonists am prepared E.g., 
1 was prepared by a series of reactions starting with tort-Bu 
[4-(2-oxocthyl)cyclohexyl]carbamatc and di cyclohexyl amine. lit vitro t 
tv vivo functional assays for muscarinic acetylcholine receptor 
inhibitory activity arc given. Also pharmaceutical formulations arc 
given. 
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potency and duration of action in isolated guinea pig trachea. 




AB Muscarinic acetylcholine receptor antagonists and methods of 

using them are provided. E.g.. I was prepared by quaternization of 

3-[2, 2-bis(2~methylphenyl)ethenylJ-9-niet.hyl-9-azabicyclo[3. 3. ijnonane (II) 

with Mel. II was prepared by reaction of: 2-(9-methyl-9-azabicyclo[3. 3. ijnon- 

3-yl)-1. l-bis(2-melhylphenyl)etthanol with HC1. Biol, examples include 

ana), of inhibition of receptor activation by Ca mobilization, 

muscarinic receptor radioligand binding assays, and evaluation of 
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AB Muscarinic acetylcholine receptor antagonists and methods of 

using them are provided. E.g., 1 was prepared by qunternizal ion. of 
2-t(3-endo)-9-racthy]-9-azabicyclo[3. 3. I ]nori-3-yl J-l. l-di-2-t hicny lethano) 
(II) with Mel. II was prepared from Et I (3-cndo)-9-mcthyl-9- 
azabicyclol3. 3. 1 ] non-3-y 1 Jacct at c and 2-lhienyl 1 i thium. Biol, examples 
include anal, of inhibition of receptor aclivation by Ca mobilization, 
muscarinic receptor radioligand binding assays, and evaluation of 
potency and duration of action in isolated guinea pig trachea. 



AB This invention relates to biary) 8-azoninbieyclo[3. 2. I Joctane compels. I 
(Y= (unsubst.it.uted) thiophene; Rl and R2 = a bond, H. and CI-4 alkyl; R3. 
R4, R5 and R6 = II. halogen. N02, CN, Cl-10-alkyl, C2-I0 alkenyl. 
Cl-lO-nlkoxy, etc. ; R7 = H and Cl-4 alkyl; X = a physiol. acceptable 
anion, such as chloride, bromide, and iodide; n = 0 or l), pharmaceutical 
compns. , and use thereof in treat ing muscarinic acetylcholine 
receptor mediated diseases of the respiratory tract. 1 can be prepared via 
the Curt i us reaction of a suitable substituted 2-bromobenzoic acid with 
the suitably protected [3,2. I] bir.yclic ale.: the resulting intermediate 
is coupled to a suitable borottic acid and the protecting group removed. 
No biol. data is given in the patent. 
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AB The inveniion relates to a group of 3-oxa-9-nzoniabieyclol.3. 3. 1 Jnonanes I, 
which are antagonists of muscarinic acetylcholine receptors 
(mAChRs), In compds. I, Rl and R2 are independent ly selected from 1). 
CI-12 alkyl. C2-10 alkenyl. C3-6 cycloalkyl-CI-6 alkyl. aryl-CI-10 alkyl, 
hydroxy-Cl-10 alkyl, cynno-Cl-6 alkyl. haJo-C)-lO alkyl. 
(trif luoromethyl)-CI-6 alkyl. CI-6 alkoxyalky), and raethoxy-C)-6 
aIkoxy-Cl-6 alky): R3 and R4 are independently selected from C)-fi alkyl. 
C5-6 cycloalky). C6-10 nycloalky lalkyl. 2-ihienyl. (un) subsl i luted Bryl. 
(un) substituted C5-6 hetcronryl having N or 0 as the heteroatom, C5-6 
helerocyclyl having N or 0 as the heteroatom, and C6-I0 net erocycl y lal ky 1 
having N or 0 as the heteroatom; Y is Oil or cyano; and X- is a physiol. 
acceptable anion associated with the pos. charge of the N atom, including 
chloride, bromide, iodido, hydroxide, sulfate, nitrate, phosphate, 
acetate, i r i f luoroacotat c, fumarale, citrate, tartrate, oxalate, 
succinate, mandelato, raethnncsu) fonato. p-t oluenesul fonate, etc.; and the 
side chain indicated may have cither endo or exo orientation, but is 
preferred with endo. The invention also relates to the preparation of I. 
pharmaceutical compns. comprising a compound 1 and a pharmaceut ical 1 y 
acceptable carrier, as well as to the use of the compns. for the treatment 
of mAChR-raud j a I cd diseases of the respiratory tract. Itorner-Emmons 
reaction of 9-mcihyl-3~oxn-9-nzabicyclo[3. 3. I ]nonan-7-om: (II) with di-El 
(cynnomolhyl)phosphonate and stereoselective hydrogenal ion gove 
endo-nitrile )]). which underwent hydrolysis to the Et ester followed by 
addition of 2-thienyl 1 i thium and N-alkylation with Me iodide to give iodido 
IV. The compds. of the invention are antagonists of mAChRs (no data). 

RE.CNT I THERE ARE I CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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AB Quinucl idinium salts (shown as I; variables defined below! e.g. 
4-(cyanodipheny Imothy l)-l-l3-(phenyloxy) propy I )-)- 
azoniabicyclo[2, 2. 2]oc.tane bromide (shown as II)) as muscarinic 
acetylcholine receptor antagonists (no data) and methods of using thnm are 
provided. Methods of preparation are claimed and prepns. and/or 
characterization data for 13 examples of I are included. For example, II 
was prcparod in 79 * yield by quo torn iza lion with 3-bromopropy 1 Ph other of 
2-(l-ozabicyclo[2. 2. 2]oct-4-y 1 ) -2, 2-di phcnylacctoni tri )o, which was prepared 
in 60 % yield from (l-Bzabicyclo[2. 2. 2]oct-4-y))diphenylmethanol (preparation 
described) and TMSCN in 1 , 2 _ d i ch I oroe t hano in the presence of A1C13. For 
I : Rl bond. H, Cl-15 alky), halo-substituted Cl-15 alkyl. aryl Cl-15 
alkyl, Cl-15 alky Icycloalkyl. cycloalky). C2-I5 nlkonyt, 
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hydroxy-substi tuted Cl-15 alkyl. Cl-15 alkylaryl. (CR7R7)qORa. 
(CR7R7)qNRaRa. (CR7R7)qNC(0)Ra. (CR7R7) qC(0) NRaRa, (CR7R7)qC(0)Ra, 
(CR7R7)qC(0)ORa. and (CR7R7)qOC(0)Ra; or Rl = phthal imidoalkyl. 
heterocyclylnlkyl, hcterocyc 1 y loxya 1 ky I ; and R2 and R3 = aryl. aryl Cl-4 
alky], Cl-4 alkylaryl. heteroaryl, heteroaryl Cl-4 alkyl. Cl-4 
alkylheteroaryl. heterocyclyl, Cl-4 alkylheterocyclyl and heterocyclyl 
CM alkyl; Ra = H. Cl-15 alkyl. Cl-15 alkoxy. aryl. aryl Cl-15-alkyl, 
heteroaryl, heteroaryl Cl-15 alkyl. heterocyclyl and heterocyclyl Cl-15 
alkyl: q is 0-15: n = 1-14; n =' I— IS : p = 1-4: and X = a physiol. 
acceptable anion: addnl. details are given in the claims. 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to 4-[hydroxy (diary 1) me thy l]-quinucl idinium bromides 
of formula 1, which are muscarinic acetylcholine receptor 
antagonists. In compds. I, Rl is selected from Cl-15 alkyl, 
halo-substituted Cl-15 alkyl. Cl-15 alkyl-cycloalkyl. cycloalkyl. C2-15 
alkenyl. Cl-15 alkyl-aryl. etc. ; R2 and R3 are independently selected from 
(tin) subs li luted aryl, (un) substituted Cl-4 alkyl-aryl. (un)substi tuted 
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heteroaryl. (un) subs t i tuted Cl-4 alkyl-heteroaryl, (un)substi tuted 
heterocyclyl. and (un) subs ti tuted Cl-4 alkyl-heterocyclyl ; and X- is a 
physiol. acceptable anion, such as chloride, bromide, iodide, hydroxide, 
sulfate, nitrate, phosphate, acetate, trif luoroacetate, fumarate, citrate, 
tartrate, oxalate, succinate, raandclate, methanesul fonate, and 
p-toluenesulfonate. The invention also relates to the prepn. of I, 
pharmaceutical compns. comprising a coropd. 1 and a pharmaceutical ly 
acceptable carrier, as well as to the use of the compns. for the treatment 
of muscarinic acetylcholine receptor-mediated diseases via nasal 
or oral inhalation. Substitution of 3-f luorobenzyl bromide with ethylene 
glycol followed by broraination gave 2-broooethyl ether II. which underwent 
substitution with l-azabicyclo[2. 2. 2]oct-4-yl (diphenyl)methanol (111) 
resulting in the formation of qui nucl idinium bromide IV. The compds. of 
the invention inhibit muscarinic M3 receptors (no data). 
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muscarinic acetylcholine receptor antagonists. 
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AB Title compds. [1: Rl = bond. H. alkyl: R2 = II, alkyl. haloalkyl. 

cyanonlkyl. alkenyl, cycloalkenyl. alkylcycloalky I. cycloalkylnlkyl, etc. : 
R3. R4 = (substituted) Ph. thienyl, furyl. cycloalkyl: n = 0-2: X = 
pharmaceutical ly acceptable count erionj, were prepared for treatment of 
chronic obstructive pulmonary disease, chronic bronchitis, nsthmo. chronic 
respiratory obstruction, pulmonary fibrosis, emphysema, and allergic 
rhinitis (no data). Thus. (3-endo)-8-aznbicyclo[3. 2. 1 Joct-3-ylmothyl 
[ (2-f luorophenyl)methyl)-2-thieny 1 carbamate trif luoroacetate (preparation 
given) was stirred with MeBr and NallC03 in CH2CI2/Me3C0Me for 16 h to give 
(3-cndo)-3-[[{[[(2-fluorophcnyl)raethyl](2-thicnyl)aminoJcarbonylJoxy]»ethy 
lJ-8.8-dimothyl-8-a2oniabicyclo[3. 2. Ijocinne bromide. 
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pharmaceutical ly acceptable salts, are prepd. and disclosed as antagonists 

of muscarinic acetylcholine receptors. Thus, e.g., II was 

prepd. by cyclization of 3-aminobcnzoic acid with sodium 3~ni trobenzene 

sulfonate and subsequent ami da t ion/ox idn. sequence using 4-araino-l-butanol 

followed by coupling with 2-methyl-)-(2, 3. 4. 5-tetrahydro-lH-3H-benzazepin- 

7-yl)-propan-l-one (prepn. given). The inhibitory activity of I was 

evaluated using receptor-Bctivated calcium mobilization assay (no data), 

I as antagonist of muscarinic acetylcholine receptor should 

prove useful in the treatment of chronic obstructive lung disease, chronic 

bronchitis and asthma. Pharmaceutical compns. comprising I are disclosed. 

RE.CNT 3 THERE ARE 3 CITED REFERENCES AVAILABLE FOR THIS RECORD 
ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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AB Title compds. I [Rl ~ (un) substituted alkanoyl. aroyl and aroylalkyl! G = 
alkyl, substituted cyclohexyl or alkylamidc: R2 = H or alkyl: A = 
(un) substituted alky). X-AR. CH=CH-Ar, etc. ; X = bond. 0, S. etc. : Ar = 
(un)substi tuted Ph. aromatic heterocycle or bicyclic heterocycle] and their 
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Preparation of arylcyclohcxy) amides and ureas as M3 muscarinic 
acetylcholine receptor antagonists 
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Title compds. 1 [Zl = H or alkyl: Rl = H. halo. C(O)ary). etc. : GI = 
CH2CH2 or CH=€H; G2 = alkyl or substituted cyclohexyl; R2 = XAr. XArl YAr2 
or NR3Z (Ar) n : X = bond. NR3 or alkyl: R3 = H (un)substi tuted alkyl or 
alkylaryl; Z = (un) subst i tuted alkyl or alkyl-Y2 or Z and R3 or 7. and Ar 
may form 4-7 membered ring: Ar = (un) substi tuted aryl. aromatic heterocycle. 
heterobioycl ic ring system, etc.: Arl and Ar2 independently = 
(un) subst i tuted Ph or aromatic heterocycle: Y = bond. NHCO, CONH, etc. ; Y2 = 
NR3, 0. S. eic. : n = 0-3] and their pharmaceutical^ acceptable salts, are 
prepared and disclosed as antagonists of M3 muscarinic 
acetylcholine receptors. Thus. e.g.. II was prepared by coupling of 
I. 2. 3, 4-tetrahydro-l, 4-epiazano-naphthalene with (4-(2-oxo-ethyl)- 
cyclohexyl J-carbaraic acid tert-Bu ester followed by deprotection and 
subsequent benzylation using benzyl isocyanBte. The inhibitory activity 
of I was evaluated using receptor-activated calcium mobilization assay (no 
data). I as antagonist of M3 muscarinic acetylcholine receptor 
should prove useful in the treatment of chronic obstructive lung disease, 
chronic bronchitis and asthma. Pharmaceutical compns. comprising I are 
disclosed. 
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AB Title corapds. I [wherein- Arl. Ar2 = (un) substi tuted Ph or monocyclic 

heteroaryl: R6 = (un) substi tuted amine: X : = C(Rl)p when m = 0-3: X = CO 
when m = I; p = 0-2; n = 0-3: Y = CO, SO. S02. HNC(O) or OC(O); Rl. R2 = 
H. (un)substi tuted alkyl. etc.; R3 = (un) substi tuted (helero)aryl, etc.. 
or pharmaceut ical ly acceptable salts thereof] were prepared as M3 
muscarinic acetylcholine receptor antagonists. For instance, 
solid-phase synthesis of M-2CF3COOH was realized in an overall 
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yield of 46% on 2, 6-dimethoxy-4-polystyrcnebenzyloxybenzaldehyde (DMHB 
resin), via (0 reductive arainalion with 3-bromobenzylamine hydrochloride: 
(2) N-sulfonnt ion with 4-me I hoxy benzene su 1 fonyl chloride: (3) Pd-calalyzed 
coupling with 3-formyl phenyl boron ic acid; (4) reductive ami nation with 
N-Bocpiperazine; and (5) cleavage from the resin with TFA. No biol. data 
were given. 1 and pharmaceutical compns. are potentially useful for the 
treatment of muscarinic acetylcholine receptor-mediated 
diseases, such as respiratory tract disorders. 

RE.CNT I THERE ARE I CITED REFERENCES AVAILABLE FOR THIS RECORD 
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CHC13 was treated with diphenylphosphoryl azide in CHC13 and the soln. was 
reacted with II and p-TsOH to give desired carbamate III. 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT • 

AB The author prepared several azabicyclo[3. 2. I J or. tone deriva. I [A = (CH2)n, n 
= 0. l; Rl. R2 = bond, H. Me! R3 = H. CI-C4 alkyl: R4. R5 = II. hnlo. 
Cl-C4alky). C2-C4alkenyl. (CR92)q0Rn. (CR92)qNCOR»; R6. R7. R8 = H. hnlo. 
cyano. Cl-C4alkyl. C2-C4alkeny 1. Cl-C4alkoxy. (CR92)q0Rn. (CR92) qNCORa ; 
R6R7 or R7R8 = 5-. 6-mcmbcred ring! Rn = H. Cl-C4alkyl: R9 = H. 
Cl-C4Blkyl; q = 0-4: X = CI. Br. iodo. OH, S03. N02. etc.] to bo used as 
muscarinic acetylcholine roc.eptor antagonists, specifically for 
treating asthma, chronic obstructive lung disease, chronic bronchitis, 
chronic respiratory obstruction, pulmonary fibrosis, pulmonary emphysema, 
and allergic rhinitis via inhalation of a pharmaceutical composition of the 
compound To illustrate the synthesis. 8- (phenyl methyl) -8- 
azabicycloL3. 2. l]octnn-3-one reacted with methyl trjpheny Iphosphon i um 
bromide to give the 3-mcthyl idenc compound which was treated with 
disinmyborano followed by removal of the benzyl group and protection with 
Boc to give ester II. 3 -Tri f luoromnthyl-2-biphenylylcarboxy 1 ic acid in 
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furanyl. pyridinyl. etc.; R4 is alky], cycloalkyl or cycloalkylalkyl ; Z- 

is a pharmaceutical ly-acceptable ion, e.g., halidc, tri fluoroacetate, 

mesylate or losylate] were prepd. as muscarinic acetylcholine 

receptor antagonists. Thus. N-[ (3S)-l-[ (3, 4-dimethoxypheny Dmeihyl]-!- 

raethyl-3-piperidiniumyl]-N-[[[4-l[(2.5-dimeLhy)-3- 

thienyl) sulfonyl joxy) phenyl ] amino] carbonyl)-L-tyrosinamide 

tri fluoroacetate was prepd. by a multistep procedure in solid phase. 



Amino acid derivs. I [X is null or CH2; one of Y and Y* is N or 0 and the 
other is null: T is S02 or CO; Rl. R2 are independently (un) substi tuted 
alkyl. cycloalkyl or phenyl; R3 is (un) substi tuted Ph. thiophenyl, 
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AB Amino acid derivs. I [X is null or CH2: R3-T is (un) substi tuted Ph, 
thiophenyl. furanyl. pyridinyl, etc, : Rl,. R2 are independently 
(un)subslitutod alkyl, cycloalkyl or phenyl: R4 is alkyl, cycloalkyl or 
cycloalkylalkyl: Z- is a pharmaceutical ly-acceptable ion, e.g.. halide, 
tri f luoroacetato. mesylate or losylate] were prepared as muscarinic 
acetylcholine receptor antagonists. Thus. N-I (3S) — 1 — [ (3- 
hydroxyphenyl)methyl]-l-mDt.hyl-3-piperidinjum]-N-[[l5-(methoxycarbonyl)-2- 
furanyl Jiimino]carbonyl]-L-tyrosiriaraide tri fluoroacetate was prepared by a 
multistep procedure in solid phase. 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to a preparation of azabicyclo[3. 2. l]octane derivs. of 
formula l»X- [wherein: X- is an anion: Rl : is alkyl, alkenyl, 
alkylcycloalkyl. or alkyl-OMe, etc. : R2 is (cyclo)alkyl. heterocycloalky I. 
or cycloalkylalkyl, etc.], useful as M3 muscarinic acetylcholine 
receptor antagonists (no biol. data). For instance, quaternary 
azabicyclo[3. 2. ijoctane derivative I l»Bi — was prepared via quaternization of 
N-methylazabicyclo[3. 2. ijoctane derivat ive III by cyclopropylmethyl bromide 
with a yield of 51%. 
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l of r 



el naphthalele-l, 4-imine deriv; 

Z 



The invention relates to a preparati 

of formula 1 (wherein: R is H, halogen, alkyl, alkanoyl, or aroyl; Y : 
alkyl. (CH2)2-(cyclohex-l,4-diyl), or CH2-(cyclohex-1. 4-diyl)-CH2. etc. 
is (CH2)2 or CH:CH; X is -Q-Ar-O/- or -Q-L-Q-: Q is a bond, alkyl. or 
O-alkyl, etc. ; Ar is (un)substituted Ph or 5-6-membered aromatic heterocyclic 
ring: Lisa bond or (cyr.lo)alky 1], useful for the treatment of M3 
muscarinic receptor antagonists (no biol. data). For instance, 
naphthalele-l, 4-iraine derivative II was prepared via araidalion of 
1. 2-bcnzenediacet ic acid by cyclohexylamine derivative III with a yield of 18* 
(example I). 
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alkyl. aryl, halogen, alkoxy: R3 = H, (cyclo)alkyl. alkenyl. alkenylaryl, 
(un) substituted alkylaryl. cycloalkylalky 1 : R6. R7 = independently H. 
alkyl : or R6 and R7 together form an (un) substi luted (hetero)cycl ic ring; 
n = 1-2: m = 1-2] were prepd. For example, reaction of tert-Bu 
4-l[[(2-bromopheny))araino]carbonyloxy]raethyl]piperidine-I-carboxylate with 
bis(pinacolato)diboron, followed by coupling reaction with 2-broraothiazole 
and deprotection with CF3C02H, afford II-CF3C02H. Thus, I and their 
pharmaceutical compns. are useful as M3 muscarinic acetylcholine 
receptor antagonists for the treatment of chronic obstructive lung 
disease, chronic bronchitis, asthma, chronic respiratory obstruction, 
pulmonary fibrosis, pulmonary emphysema, and allergic rhinitis, irritable 
bowel syndrome, spasmodic colitis, gastroduodenal ulcers, gastrointestinal 
convulsions or hyperanakinesia. diverticulitis, pain accompanying spasms 
of gastrointestinal smooth musculature! urinary-tract disorders 
accompanying micturition disorders, neurogenic pollakiuria. neurogenic 
bladder, nocturnal enuresis, psychosomat ic bladder, incontinence assocd. 
with bladder spasms or chronic cystitis, urinary urgency or pollakiuria, 
and motion sickness (no data). 



AB Title coropds. i [wherein Rl = halogen, alkyl, CH2F. CHF2: R2 = H, OH, 
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